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□ This report is also accompanied by ANNEXES, i.e. sheets of the description, claims and/or drawings which have 
been amended and are the basis for this report and/or sheets containing rectifications made before this Authority 
(see Rule 70.16 and Section 607 of the Administrative Instructions under the PCT). 

These annexes consist of a total of sheets. 



3. This report contains indications relating to the following items: 

I IS Basis of the report 
Priority 

Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 
Lack of unity of invention 

Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations suporting such statement 



II 
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IV 
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□ 
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Date of completion of this report 
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Name and mailing address of the international 
preliminary examining authority: 
European Patent Office 
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Authorized officer 
Fanni, S 
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I. Basis of the report 

1 . This report has been drawn on the basis of (substitute sheets which have been furnished to the receiving Office in 
response to an invitation under Article 14 are referred to in this report as "originally filed" and are not annexed to 
the report since they do not contain amendments (Rules 70. 16 and 70. 1 7).)\ 
Description, pages: 

1 -78 as originally filed 



2. With regard to the language, all the elements marked above were available or furnished to this Authority in the 
language in which the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language: , which is: 

□ the language of a translation furnished for the purposes of the international search (under Rule 23.1 (b)). 

□ the language of publication of the international application (under Rule 48.3(b)). 

□ the language of a translation furnished for the purposes of international preliminary examination (under Rule 
55.2 and/or 55.3). 

3. With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the 
international preliminary examination was carried out on the basis of the sequence listing: 

□ contained in the international application in written form. 

□ filed together with the international application in computer readable form. 

□ furnished subsequently to this Authority in written form. 

□ furnished subsequently to this Authority in computer readable form. 

□ The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in 
the international application as filed has been furnished. 

□ The statement that the information recorded in computer readable form is identical to the written sequence 
listing has been furnished. 

4. The amendments have resulted in the cancellation of: 

□ the description, pages: 

□ the claims, Nos.: 

□ the drawings, sheets: 

5. □ This report has been established as if (some of) the amendments had not been made, since they have been 

considered to go beyond the disclosure as filed (Rule 70.2(c)): 



Claims, No.: 



1-11 



as originally filed 
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(Any replacement sheet containing such amendments must be referred to under item 1 and annexed to this 
report,) 



6. Additional observations, if necessary: 



III. Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 

1 . The questions whether the claimed invention appears to be novel, to involve an inventive step (to be non- 
obvious), or to be industrially applicable have not been examined in respect of: 

□ the entire international application. 
B claims Nos. 11. 



because: 



[3 the said international application, or the said claims Nos. 1 1 relate to the following subject matter which does 
not require an international preliminary examination (specify): 
see separate sheet 



□ the description, claims or drawings (indicate particular elements beloW) or said claims Nos. are so unclear 
that no meaningful opinion could be formed (specify): 



□ the claims, or said claims Nos. are so inadequately supported by the description that no meaningful opinion 
could be formed. 



□ no international search report has been established for the said claims Nos. . 



2. A meaningful international preliminary examination report cannot be carried out due to the failure of the nucleotide 
and/or amino acid sequence listing to comply with the standard provided for in Annex C of the Administrative 
Instructions: 

□ the written form has not been furnished or does not comply with the standard. 

□ the computer readable form has not been furnished or does not comply with the standard. 



V. Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 

1. Statement 



Novelty (N) Yes: Claims 1-11 

No: Claims 

Inventive step (IS) Yes: Claims 

No: Claims 1-11 

Industrial applicability (IA) Yes: Claims 1-10 
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No: Claims 

2. Citations and explanations 
see separate sheet 
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ITEM III 

Claim 1 1 relates to subject-matter considered by this Authority to be covered by the 
provisions of Rule 67.1(iv) PCT. Consequently, no opinion will be formulated with 
respect to the industrial applicability of the subject-matter of this claim (Article 
34(4)(a)(i) PCT). See also the paragraph on : "Industrial applicability" in item V below. 

ITEM V 

Reference is made to the following documents: 

D1: EP-A-0 559 538 

D2: EP-A-0 630 887 

D3: BIOORGANIC & MEDICINAL CHEMISTRY LETTERS, vol. 3, no. 5, 1993 , 

pages 925-930 

D4: EP-A-0 515 240 

D5: EP-A-0 428 434 

D6: EP-A-0 474 561 

NOVELTY (Article 33(2) PCT) 

The present subject matter differs from D1 and D3 mainly on account of the substitution 
pattern on the naphthyl ring and that present residue R7 is substituted phenyl (see 
Table 1 from D1 , lines 35-40, and compound 13, page 930 of D3). 

The present subject matter differs from D2 mainly on account of the fact that the 
benzamide moiety in compounds of formula I according to claim 1 of D2 is replaced in 
the compounds according to present claim 1 by a naphthamide residue (see the 
definition of R4 in compounds of formula I according to claim 1 from D2 and examples 
2-5, 13-22 and 25 from D2). 

The present subject matter differs from D4-D6 mainly on account of the present 
substituents R4 and R7 (see compound 6, table 1 , page 23 of D4, compound 30 from 
D5, and compound 46669 A, table 2, page 36 of D5). 



Form PCT/Separate Sheet/409 (Sheet 1) (EPO-April 1997) 



INTERNATIONAL PRELIMINARY International application No. PCT/GB99/03274 

EXAMINATION REPORT - SEPARATE SHEET 



INVENTIVE STEP (Article 33(3) PCT) 

D2 is considered to be the closest prior art and discloses 4-(aryl-substituted)- 
piperidines as neurokinin receptor antagonists useful whenever such antagonism is 
desired, such as in the treatment of asthma and related conditions. As said above, the 
present subject matter differs from D2 mainly on account of the present naphthamide 
residue. For instance, the presence of a naphthamide instead of a benzamide residue 
is the only difference between example 14 from D2 and present example 1. 
However, the equivalence between the phenyl and the naphthyl moiety is revealed by 
D3, where it is clearly states (see D3, page 928, second last paragraph), that the 
replacement of a phenyl with a naphthyl residue do not greatly change or reduce the in 
vivo activity as neurokinin receptor antagonists of the compounds described at pages 
929 and 930 of D3. The present compounds are therefore considered to be an obvious 
solution to the problem of providing further naphtylamido-based compounds useful in 
the treatment of diseases where neurokinins are implicated. 

Accordingly, an inventive step cannot be acknowledged for the present subject matter. 
INDUSTRIAL APPLICABILITY 

For the assessment of the present claim 1 1 on the question whether they are 
industrially applicable, no unified criteria exist in the PCT Contracting States. The 
patentability can also be dependent upon the formulation of the claims. The EPO, for 
example, does not recognize as industrially applicable the subject-matter of claims to 
the use of a compound in medical treatment, but may allow, however, claims to a 
known compound for first use in medical treatment and the use of such a compound for 
the manufacture of a medicament for a new medical treatment. 
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B. FIELDS SEARCHED 



Minimum documentation searched (classification system followed by classification symboisi 

IPC 7 C07D A61K C07C C07F 



Documentation searched other than minimum documentation to the extent that such documents are included ,n the fields searched 



Electron* data base consulted during the international search (name ol data base and. where practical. 



search terms used) 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 



Category 



Citation of document, with indication, where appropriate, of the relevant passages 



EP 0 559 538 A (SANOFI ELF) 
8 September 1993 (1993-09-08) 
page 21 

EP 0 630 887 A (ZENECA LTD) 
28 December 1994 (1994-12-28) 
claim 1; examples 

EMONDS-ALT X ET AL: "PHARMACOLOGICAL 
PROFILE AND CHEMICAL SYNTHESIS OF SR 
48968, A NON -PEPTIDE ANTAGONIST OF THE 
NEUROKININ A (NK2) RECEPTOR" 
BIOORGANIC & MEDICINAL CHEMISTRY LETTERS 
vol. 3, no. 5, 

1 January 1993 (1993-01-01), pages 
925-930, XP002068450 

ISSN: 0960-894X 
compound 13 



-/-- 



| X I Further documents are listed in the continuation of box C. 



Relevant to claim No. 



1,10,11 



1,10,11 



1,10,11 



)( Patent family members are listed in annex. 



' Special categories of cited documents : 

'A" document defining the general state of the art which is not 
considered to be of particular relevance 

"E" earlier document but published on or after the international 
filing date 

*L" document which may throw doubts on priority claim(s) or 
which is cited to establish the publication date of another 
citation or other special reason (as specified) 

'O" document referring to an oral disclosure, use. exhibition or 
other means 

'P" document published prior to the international filing date but 
later than the priority date claimed 



T" later document published after the international filing date 
or priority date and not in conflict with the application but 
cited to understand the principle or theory underlying the 
invention 

"X" document of particular relevance; the claimed invention 
cannot be considered novel or cannot be considered to 
involve an inventive step when the document is taken alone 

"Y" document of particular relevance; the claimed invention 

cannot be considered to involve an inventive step when the 
document is combined with one or more other such docu- 
ments, such combination being obvious to a person skilled 
in the art. 

"&" document member of the same patent family 



Oate of the actual completion of the international search 

15 December 1999 



Date of mailing of the international search report 

19/01/2000 



Name and mailing address of the tSA 

European Patent Office. P. 8. 5618 Patenttaan 2 
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